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AB The title compds. [I; Rl = (dihydro) MeBMT; R2 = Abu, NHCH(CO)R12; R3 = Sar, 

(fluorinated) D-MeAla; R4, R9, R10 = (f luorinated) MeLeu; R5 = ( f luorinated) Val; R6 
(fluorinated) MeAla, (fluorinated) MeAbu; Abu = 2-aminobutyric acid residue; BMT = 
(4R) -4- [ (E) -2-butenyl] -4-methyl-L- threonine residue; Sar = MeNCH2CO] , excellent 
blockers of cyclosporin A binding to cyclophilin-, are prepared Cyclo [ (2S, 3R, 4R, 6E) -3 
hydroxy- 4 -methyl- 2 -methyl ami no- 6-octenoyl-L-2-aminobutyrylsarcosyl-N-methyl-L-leucyl 
valyl- N-methyl-L-alanyl-D-alanyl-N~methyl-L-leucyl-N-methyl-L-leucyl-N-methyl-L- 
valyl] was prepared in 14 steps by the "solution method starting from tert- 
butoxycarbonyl-N-methyl-L-alanine and L-alanine benzyl ester tosylate. 
IT 111710-61-3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as cyclosporin analog as non-immunosuppressive antagonist 
of cyclosporin A binding to cyclophilin) 
RN 111710-61-3 HCAPLUS 

CN Cyclosporin A, 11- (N-methyl-L-alanine) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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